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(57) Abstract 

Novel pyrazolopyridylpyridazinone 
derivatives characterized by being represented 
by general formula (1) and pharmacologically 
acceptable salts thereof, which exhibit a 
phosphodiesterase inhibiting activity and have 
a selective potent bronchodilating effect on the 
respiratory tract; a process for the preparation 
of them; and bronchodilators containing the 
same as the active ingredient; wherein R l is C, 
-C< lower alkyl or C 3 -C b cycloalkyl; and R 2 , 
R 3 , R 4 and R 5 are each independently 
hydrogen, C { -C 4 lower alkyl or phenyl, or 
alternatively R J and R 5 may be united to form a double bond. 
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x--r;UT^M H B E.L. MSP«£tb7 5^'>3>J;»} (-) ft 530mg. 
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(-) w m& i64~ i65°c mtftm [«] D 34 - 179 cc = 

0. 24, CH C 1 3 ) 

Ttmnmm (%) : c 15 h 18 n 4 0 ttx 

C II N 

tmm : 6 6.66 6.7 1 20. 7 3 

mmm ■. 66.50 6.64 20.67 

( + ) W m& 164- 165°C, ffiim [a] D 34 + 1 79 (C = 
0. 24, CH C 1 3 ) 
Ttmfttm (%) : C.rH.oN, 0 tLX 





C 


H 


N 


MB 


: 66.66 


6. 71 


20. 73 


mm 


: 66.26 


6. 75 


20. 48 



*)l*y b<D%M1s£Zf>bmfrk> Nicholson (Br. J. 

Pharmacol. , 9 7, 8 8 9-8 9 7 (1 9 89)) ic*p UT*X* -if 

IEW7£t£©zM5£t;U il^icS (Thompsons. Biochemistry, 10, 
311-316 (1971)) ©la^^#"t" St'f^'J^i'AMP (cAMP) 
tfclilM * U y ? GMP (cGMP) ^ A^Ayj'yfe 

(E I A) lc<k«9^M (Linden^ J. Immunol. Methods., 151, 
2 0 9 - 2 1 6 (1 9 9 2)) t^C ilc<k^o/; 0 
1) g?IIRf& 

Thompson£©#&(c^t:TfTo*: 0 ^^^^^C^Wlc t *) MM t 
LT1 At M CD c AMPtfclic G M P L fc 0 30 o C{CT60#Pa1 
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2) e i AK&zmm 

c a m p femm t tz \$ c g m p oeia+^f (tv^a 

ttSK England) £Jfl^T5£«U S^JjUSS: 50%jfl]fcJ t S © {C<& 
C«6] 



XMiftl 3 6 


ic 50 (ng/mi) 


mil 


'baa 


II III IV V 
>30 4 5 0.1 


i ii m 

>30 >30 5 
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1. -ft* (1) 




H 

> VScr 4 



d) 



^D7M;H^ R 2 . R 3 , R 4 . R 5 t±|Hl-XliM^oT. 

2. -muss: (1) 



?aT;U*;i/g£. R 2 „ R 3 „ R 4 , R 5 (i|l)-X(iM^oT. 
R 3 iR 5 ^LTll^^MU^^] 
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0) 
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3. HttS (2) 




(2) 



^p7^+^m, r 2 . r 6 im-ximK^T, ymm?, m 

(4) 

S^or' W 

R 4 R 8 

cs;cj^ r 4 „ r 8 \m-xtemte~>T^ ymm?, ®tmmi~4 

^Ci^tiit^^ (5) 
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[5£tK R 1 > R 2 . R 4 > R 6 . R 7 . R 8 *9 ] "C^ 

4. -ttsS (2 a) 




(2a) 



S^ 7x-;H^^tl T^£tiMt;&$iic-0K (3) 

CO (OR) 2 (3) 
&tJ&JxJS£-t±-*:^ (4) 

: 




<d&Wl7 7x-;H^ r 7 {i^^^i~3oi£^r;u 

(5 a) 
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C0 2 R 7 



(5a) 



r >, R n r s r % r mrnvm*). r 9 amm 

5. -JRsS (5 b) 



^d7M;H^ R 2 „ R 4 „ R 8 ii^-xliSttoT, 7X^M 

7^*;bg. 7x^;H, ^iU~3 0{g$7;un*->#;u#^. 
5:i*Wiiti-»S; (6) 
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c^ttu r 1 . r 2 N r 4 , r 8 temftom*), r 6 &7kmm?, 

6. (7) 




?a7;u*;Hi£. R 2 . R 6 im-Xitm^^x^ frmwi?, &i 
T^£ft£<b£tlK:-fi« (8) 

C^ t t 1 > R n (i^^^l~3©{g^T;U+;US^. (n, m) (i 
(1, 3) Rtf (2, 2) ©»«[©'j|ft^-a-*^-r] T^Sti-Mb^ 
tt*KJ6*tf*c:£*tt»£**-jtta (9) 
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7. -«5$ (9) 



?o7^;i/M, R 2 „ R 6 (ilaJ-XliUfcoT, Tk&ISC^ K 
®|g;M7>>U*;Ug£> (n, m) (1, 3) Rtf (2, 2) 

££#ifc<>:t&-$:£ (6 b) 
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8. (6) 



^o7M;H^, R 2 . R 4 . R 6 . R 8 til^-XttRttoTs 
tK? v^iRJ&Stf 5 C SHIM 

CI a) 



[5£tK R xR >R nR n R* ttmlJBoiit)] 
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9. (lb) 




[5$tK R (ift*&l~4©i£fii7;i/*;i/g^ i^^^3~6©-> 
?n7H;H4, R 2 . R 4 ttH-Xli*tt-*T\ zk*«^ ft 
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